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(54) Title; DIMETICONE-CONTAINING SUSTAINED FORMULATION 

(57) Abstract: The present invention relates to preparation of sustained formulation by using dimeticone as carrier. Said 
formulation consists of active ingredient (e.g. drugs against parasites, insecticides, NSAIDs, antibiotics, sex hormone like agents 
or oily soluble vitamins) 0.5^0%(WA^), dimeticone 100% (V/V). Suitable stablizer, antioxidant, local analgesics and material 
for sustaining release also can be added. The formulation comprising abamectins agents against parasites, which is prepared with 
dimeticone as medium, can provide long-lasting action up to 50-120 days by subcutaneous injection in a single administration. 
The lasting period can be modified by adjusting the administration dosage. The formulation according to the present invention is 
bio-compatible, stable and injectable. 
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iUJgi^fi^i^^) 0.5-40% (WA^), — f J^i>ifei 100% (VA^), i£^;&pA 



18/ 5^8 151 



IAF20Hsc'drCT;?TO 2 5 MOV 2005 
mn$^\m. ^m-^ m^m, ij't^m, mm^^u^^ 

1. t-ffr-f-i*; 03138019.0 ^03156876.9 fi^Sl^^H^^T v'XSL^^h 

^^jk^m^mtm^^^-km^^^Mm-. 03i48883.8 

t-*-t7(? 03153569.0 6^tS^^'Jt^T 

1 ^03138019.0 ^^'J, 03156876.9 ^^'J. 03148883.8 ^^'J^ 03153569.0 ^ 

2, ^^&J^m (dimethicane, m-^) ^—^M^-n^^m^s.i^H^ 
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mk, 2000 ^8 /I ^m, ^16^170:^), '^A-^i^Mpy-m^^ ^ 
ikAr^sMA^, ^}m^mJtM^^mr.m'i^, x-sfj^k x-f^ 

M^mitfjysMMA^^^^o (2), Wt^^^^^i^*^^ N-^'tb'^M^ 
('J^-f 0.01%), mt, mm^^M, 

«^4^5LR^6t, isA.#i'T^^J^'jM.#^^4--^@*^-. (3). 
fi^^^'i^).^^^], ^iuf-bE^^ii:!:^^^ ( 02-3.5% 1*1, »J6^^4^'I-^. 

#^^#»(^>l'J^i^300iuni), -^^tW^i^^^t, 
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ivermectiiix ^^M'^ eraamectin. X.M'^'^'^ eprinomectiiiN il-Ji^-l" 
doramectin. W moxidectin. 4"-0^f ®bS.f*-Wt^;S.^'SW 

CK 1345327A (WOOO/58328) ^^M^m^ ^^^^m^^^, P^^M^ 
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Sij 95%^>^ Ji6^«#, I^^TW 10-20 ^ ^y^']^Wn-f^^mt 

PEG) ^^Mi^^^ Zj^^ik) ^^^^i ^i^^m 
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'^^■^m^^^^MLJ^^-^^'] C3Sfl018733B tW^^^S^i. ^Tp-f^^^i- 
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5>4^!^^/fiii^^^^#4iiy5i^(NonsteKridal Antiinflammatory Drags, 

f^#NSAiDs), ^^^mn, A-^^^^^^m^ 

1999-t, 34^375^), '^^m^SMM^^ ^A^^, ^o?^^:^ "te^ 

Mit^^^'i^k^^^: "Jln^ll:^ indomelhacin. ketoprafeQ> jl:^-^- 

y^meloxican> ^^ikraptoxm. -f"^^^capx)feii% S^>^^kd;oIX)lac^ Hj^L-^" 
flunixins diclofenac, 'tb^-tv^piioxicanf-, 4s^iL8.^vX^i:^7fpiiif^iM. 

6> 4-iLB^//fii6^''tbi# (Mdacloprid) t^r'^^!$^tkihm^. 

^i'h-f^iP;^-^, :t^v^'li^Tit 80-360^ ^B^^/fii6^B^ 

iJIIKDiflubenzuon), ^t-^mmSM^^^"^], "^^^J^^iAiT^^^, 
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#11. (TiiflumuonX ( Cyromazine X #^-|-> ^ 

>^^/tJ5i^^/^'f^# 0.5-40% (WA^), b> .i.^^ J- 100% (VA^), 

(IX mM^^-^^:kn^, tM: abamectin. ^f^t^ 

ivermectin X emamectin. jt-f-^H"^ eprinomectins it-^i^"^ 

doramectin. ^^^^ moxidectiti. 4"-aM-f ©bS-f ^- Bl JS.^'S 
n^M-^^^^^^-^M WOOO/58328' t^tWM^^^^i^ 

(2X A^^^m^^ ^ 7mmf^^. "Ht^S^. J«t-t»^^Til 
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ketoprofm. ^>^^/^ meloxican, -^-#-^11^110x01^ c^jrofai. S^i^ 

(3X *'b^#^il5i^> ^ "tbi*. S^jW-. #igg. 

"tt-'^ai^ i'cil^. (^iS;^'). i^i^^) ms^^Jt 

(4X mm^, 

^/mM^fh^ikl JS^S-tiSlit^?^^^^. ^f^e^S?;^ (minocycline). 

>^^:t^> Amt^ m-t> ^mt> ^^kmmmm^ ^ 

(5) > mit^ iWk. 

(6) , l^it-fi^^^. 

^-^^^^^^g. .i#il> ■ir7}Lj^m^mm^ Span> »6;t^^7jcaj 

>^^-^> Wu^^Pluronic. 40°CvV>T^S]^ 

f.^>#ptfcpg-;^S^ (PVP). ^-«;»^i"1000 6^fi^f> a)l 
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Tween. Span. Zj^^t^ mt^^s ^Zj^^m-mi 

^->fi^^^j:^>*'^l*^'«^'). MW^^^^ 0.01~0.5%( WA/-). 
't^u^-^TA-^f^CBHTX >l-^^^^@t (PGX ^T&^»^« 

(BHA), '^'fn-sm^^, (W/Vl 

4^>^8^^W®*^^#6^f'i^'J^^:J^: a. M^M^^^^ 0.5-30% 
(WA^X b. Jifl^i>^^ 100% (VA^), c. im^^'^^b^^^'^^M, 

m:^t^^m^^^Ml'l^tsmMMiMA^: a. WM^^^ 1-10% 
(WA^X b. t.'f^I^A(K10% (WA^), cs liJL'J^f- 10Qmm?/S 6^— f 

>*J- 100% (VA^), d. iCT;&pA.^.^>J^>^#jt-5'l#J. '{feitfi^^'J^^'^;???: 

^yi: (1): m^^nt^^^, ip^2~5 

^||l5^^^fflJLiiS'JlOO/ml^:^T9t, ipA#'J^^>t-^^ff^» ^P#. ^>^(3): 

#M#>f-b (lB>l'J^i^ lOOjum) ^l^^t^l^i^^i^eit.^bfi^iii'ftm 
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b. ^ji^'J ( -kpMJttM^ ) 0-3% ( WA^ ); 

c, /^^jL^^iJ 0.5-2.5% (WA^); 
^"f&j^M. 100% ( VA^ X 

(2X 

(^JL'J^i" 360/fln) ^-f^f^* 
(^>l'J^i^ 120jum) ^-f^^'l-M^i^'J^^^fl^ifet. 

^x 

m (PVP); >f^Ci^6^5W^###i^r,lJf^^. MMtMl 
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^mi'iA 0.2~€mg v^'l^'i^''iS/r#-t (kgb.w ), itt^Mi^ l~3mg 
4^^b.w, —'^n, ■5r*^# 40-140 ^^M^i>^ 

^^^m^t\%^'^^^^WM^\ a. 1-15% 
(WA^); b, iL-f-bl^i^ 0-5% (WA^); c. 100% (VA^); d. 

Wk-^tM^^^^'^i'^>^^^^M> ^^^^ {-k^mMX 
(2): my^^'^^^^^tMi^, M?s.>yi¥i:z-'^m^^, 

;^A#'J^-^>tAM^'J ^'M'i): ^ZMmU ^^'h^ lOO/rni) 
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(IX MMiSiA. a> |Li^i^i^il^''ji.±#2~10% (WA^), b> B^^tM- 
>^ 02-5% (WA^), c. JJf±j*J-100% (VA/-), d> i£T;^pAii|L#J^>f; 
^jLii#J; (2X -I'l^-^';^: (a): i^^ZM^^m 

>t«^'JJiH^^. (c): #eiti#f^i (lB>l'J^f- lOOjum) 



-13- 

'f-t.E^* 0-5% iW/V\ c. -^f.M)^J- 100% (VA/-), d, Smiv?^^ 

^Bv^iiS'J lOO/mi ^>^TBt, ioA#>J^^^;«#J.£if(^>, (b): 
(^;l'J^-f lOOjum) ^-f#^#i^^-l&t^4l?§i^^^tei:tt:'f^ 
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(^) 


1 2 3 5 7 10 35 50 65 80 95 


(ngtol) 


7 12 16 18 25 17 11 6 4 2 1.1 



^9kg^mt/^^^tM^ (i :2, W/W) SI>f^^#«'(^i.'hi^ 
300/mi) ^4.5 kg^f:^1lt*/i^.^t»iife (2 : 1. W/W) El'f^^^^^ 
>l'J^-f 300/fln), ;(rp7v 30-50 fh20mm^/S6^^fJJ^^"ii), 
mM-MA^^^'^m^-Ht^^^ 90-120/im, iaA.'^=.t;kTSf:^p^'f^J^ 
(2Qmm^/S) (lOOfh). 

^mj^^^^, ^^^Sl, ^iL5X, f Hi: ^50/>/r'(^$>^Tvi4t 
^^'j7»Jl.5nil(1.8mg'r^Mt/Kgb.w.); ^2M: >i#6%ff^®*7M> 
#J (6%^^^^ 20% 1, 2-^-=#. 8%f:Zj^ 10000^ 7j<iaJ- 100%) IJiul 
(1.8mg^f#t^/kgb.w.); f 3M: >i#6%r^M*7jCi:^«J[12%if^lltt-/ 
iL4bM^ife( 1 : 1 ) Wl^^mm^ 2%^Zj^ 10000, y^i^^ 100%]1.5ml. 
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16 
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06 
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^3l& 


14 
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5.1 


4.4 


3 


12 


0.3 





■mm^-^^j 180-200 kg ^iL 10 X, ^^'Jvi#^^'] 8 ^ff\m] 

$ 1 M> f 2 M> ^ 3 6mi/^, -fvi^t^ i~'2o ^m^mm^m 

li> ^^:i{'^T: f HJL. f 2^1vi4t-^lHi 1-20 AvWtbm^. 
^^J?^, ^ 3 4 :J!s^>M|-^^ 2 14 ^vMHs:,^-;^ 3~'5 cm ^'h 

. 5 J's-f. f 1 vM)-^-^!) 7 m\ linl/SOkg 

b.w.( 1.2mg^tW^b.w); f 2 vi^^-^'J 7 1.5ml/50kgb.w.( l.Smg 
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c. =-ll.-kTS^0.5% (W/V); d. ^f&J^ (20mni^/S) ^ 100% (VA^X 
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(2) ^l^iT^ir. #^i^-^^g^l : 1 >.^, -fSOVis^^o^, 

(1) »J^ilA: a, (1 : 0.5) li]#^Ht#«^15 % 
(WA^); b> J^'^ (20mm^/S) J. 100% (VA^). 

(2) ^l^^yk: a. #J^lil^^»b^ ^^m^^mi^ 1 : 1-1.2 

;^>NJ(^>ffiI#-^#, ^^-^yl'hi^ 300/im, ?p#^^iif/iU-bM^* 

J:6t^fl.^"^t. ii^-M-, >«9f J-J.^«JL^ 9a-'120jL£tn, iaA^'J^t—f^^ 

( 1 mmsJk:. a, ^kim^ 10%(WA^),b. ilrfbM;^ 1.5%(WA^), 
c> JiflJ?i:>* (20mmVS) ^100% (VA^X 

(2) ^^-^'^^ {^^>h^ 75/mi) ^-f 

^^^^^^ 50%^6^— f*^*t> -ft-^:^^ ^#ipA.-^a 
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(1) m]iM:. a> mi^lOVo iW/V), b. 1.5% (WA^), 
=-ll,-RTS|0.5% CW/vy, d. ^fl^"^ (20ram^/S) ^100% (VA^X 

(2) m^:^'}^: : 1 -fAO'CA^i^, 

. ( 1 mMisJi:. a. 10 %( WA^ ), MJ^t^^ 2 %( WA^ ), 

c. SL^^^ (2Qmm^/S) J. 100% (VA^X 

(2) mmt i^A'bi- ISirni) ^^^SmmM; i^-f 

^'^'J 16. ^^-J^^^Aik^M^-WMf^'J 

(D^j^'J^M: ^^^^m^ 15%(WA^), b. ili^ti^* 2 
% (WA^X ^t;j3iT#0.5% (WA^X d. (20mm^/S) J. 100 

% (VA^X 

(2) (^^'bi- 100/mi) fi^^^'AJt^, ^ 
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(1) MmSiMi a. -fr^-tG^f^ 35% (WA^), b. ^^ttM^ii 05% 
(W/V), c> S.M^r^05% (WA^), d, ^fl^ (2Qrnin^/S) J.100% 
(VA^). 

150/mi, -^#;i>pAr|^^^i6^iL'ft.S^*^^^H5iTS|^— f -i^ib^ 

>^,M^;A^-f:^,lt--^6to@l,^;i'pA.-^lkg^teTSf^02kg BUT 
###T4^J-30°CiaT, J^>t'(-t. 100 i iTI ) 

i^90°C«, m'(-bi^i^;t§:'f-b, ,^;^.^^+^T^J-30°C^XT, 
^'«?!l20, f'J^10%il.#^-^pmi*l6^-Mcli4t^'^ 

i!?-i3^-^3fe^!?pmiViL'f^i.»>* (10 : 3, WAV) n^^mi^^, ^ 

^■f^AO^-M^f&^ (20mmVS) t> '^JlJJl.f/^fi'P^iViL-f^:^!.^ 
>*III^^«^i9>li^ 80~130ium, 
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^9\igmsM^/M:MMi^/Z^M^^-t (1:05: 0.3, wAv/w) 

(^>t.'J>i^3(X)jum), 30-50 fh20ii]irtVS ^— m 
^^M^M^M-3.'i^^> t Sl'f^^'f^^>l7</ 70--100/mi, ;*oA.-^ =-^-kTSf 
JJ^^ (20ram^/S) JifN^>. 

^9kg^n%nMcMMhi^zJ^i^Mn (1 : 0.7 : 0.3, w/w/w) El 

'f^^^^W ( ^'J^i^ 300/im), ;ip/v 30-50 20iiira?/S f J^^ife, 
>l?)^#^i^#^«fJ-J-'(^,?> t 70~100/xm, ifA.-i-=.^-k 

ral^t^^'ft^'jfi^^— f&^ife (20ran?/S) Jiff^^. 
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Mo 
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^ ^'J ^ 



a> 0.5-40% ( WA^ ); 

b. ^fl^^J.100% (VA^>, 

c> ^'J^jt^i'^^A^'b^^'J, Mk^U ^^Ut Mi^^L^M> 

(IX mmt^^^^^^^, Wttabamectin. m^^t 

ivianiiectin> anamectin^ eprinomectin . il.^i®'!: 

doiamectin. ^^Wmoxidectin^ 4" O4^^0cS~^M.-H^MtBiA.^t 

^ ( ■k^'m^^ X ^^pM^f ^ ( ) cox-2 mm; 

^ketorolac. Il^^b^ flunixinN ^^Mi^^<Mo&mi^ pJt.^-t->^piioxicaii#-. 

(3X ^t^'^^k^^, "tbieHs lU^i^. ^ 

iJt. "tb-^^, 3?l4i|^. ^--t^^MI^^ (^^^'J. iifci^'J) a-fiP^P 
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(4) > mm^. ^mt^^ ^-^mmm^m 

(minocycline X ^i^-f. ^#W> ^ 

(5) . >\mt^. ^ j^-t^ m^t. 

SI, .i^lSI> ^zlcOjI^Sf ^MJ3^/fc5r^| Span> ^Zj^^yjiL^^m^mm 
^fi^^^Brijs, ■f-f-;&pParegal> lU^^^JOP, M^Z^Efl^^^-^^ ^ 

iSI# 4^t> I^W^ ^^J3a^> f-Zj 

)fc^tb!«i^(PVP), ^^k.'fxmmx^s am ZJ^if 

Span, Zjm^'k^ mtm^. m-^m^^ (PVP), ^ 

5, :fe*Uf']|^^l-4^/fi€, #4iE^-fWJM^: 



a. H^Mt^^^ 0.5-30% ( WA^ >, 

b. iL-ftl^^ 0-10% ( WA^ ); 

c. Mj^jt^M ( W/V ); 

d. BHrilBHAilPGiii^02% (\WV); 

e. iJ^^J- 100% ( VA^ ). 

a. n^mfM^ 1-10% (WA^); 

b. iL-i^I^*l~5% (WA^); 

c. =.|(,-kTS|0.5% (WA^>, 

d. BHT/BHA/PG 02% (WA/-); 

e. |i>^'J^-f lOQmm'/S f 1^*J. 100% (VA^). 

( 1 ): ^(^/^ 2-5 ^^iZJ^ik^m^Sr'^i^ 

^y*-(3): #e«^t(^iS.^'hf-100jam)6^I^W^*l§*^^te. 
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>f-bM^;^*6^^f mj^Ms^mt, A^M^'^T^- 

a. ^mtmmm$m2~35% (wa^); 

b. ^i;§#J (:^tpiL'fttt><^) 0-3% (WA^); 

c. yMPjL^i^J 0.5-2.5% (WA^>, 

d. Jif 100% (VA^). 
(2X 
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^^msL (^>l'J^-f 120 urn) i^-f^T>^&mm^-^^M^'^, i^Jk 

Zj&H^t^ iL-f^M^ife. i^^k.-f 1000 ^^Zj^s ^Zj^ib^mm 
(pvp), 'b'fn-5r— ^^:^Jl-^•^^o 

^TyiM^mi, ^l^^'J*^02'^mg>^W#/^>/r'f^4: (kgb.w), 
Ml-tA l~3mgy^')ii^-Mgb.w. 

a. #^#^iy^# 1-15% (WA^); 

c, JiflJ?±>tfe^lOO% (VA^); 

13. #45Uf'j^^l2^W^»J> ^#4i£^Wii»J6^^J^^yi-if?: 
iri^ (1): ^^^^J^iy^i^, ;&PA 2-5 #i^Z^@|^^@3il*'b» 
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^/^^-A^^^^\:MMi^, f-ss'C;^^'^, ^^^^^ 

a-f-bE^^ 0.2-5% (\WV>, 
c. JifS«^^^100% (VA^); 
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(2)> ^J#-^-;^: 

io/^^\M^^, -f^S'Cj^^mm^ 4W^T^, ^;^A^m 
^'}^ (c): #e«H-b (^;l'J>-f lOOmn) 
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c. .8^*^100% (Y/V); 

(b ): ^ej^mt ( ^Jt'l^'f- 100 |im) ^^^t^M^^^^'^'t^^ 
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